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( Currently amended) A compound of Formula I 




w 



/ 



R 



I 



wherein w and X are independently selected from O, S{0) n and NR 4 ; 
wherein Y 1 is N,a -n£ Y 2 is O, dashed line "a" is absent and dashed line 
"b" indicates a bonda - ro independently polootod from 0, S(Q) n , N and 

wherein ring A is phenyl optionally contains a. nitrogen atom 

independently at position 4 , — G or 7 ; 
wherein n ia — 9-? — 1 or 2 ; 
wherein R is selected from 

a) substituted or unsubstituted 6-10 membered aryl, 

b) substituted or unsubstituted 5-6 membered heterocyclyl , 

c) substituted or unsubstituted 9-14 membered fused heterocyclyl, 

d) substituted or unsubstituted cycloalkyl, and 

e) substituted or unsubstituted cycloalkenyl, 



wherein substituted R is substituted with one or more 
substituents independently selected from halo, -OR*, -SR 3 , - 
C0 2 R\ -C(0)NR 3 R 3 , -C<0)R\ -NR 3 R 3 , oxo, -0C(0)R 3 , -SO a R 3 , - 
S0 2 NR 3 R 3 , -NR 3 C(0)OR 3 , -NR 3 C(0)R 3 , -NR 3 C (O) NR 3 R 3 , optionally 
substituted cycloalkyl, optionally substituted 4-6 membered 
heterocyclyl, optionally substituted phenyl, cyano, 
alkylaminoalkoxy, alkylaminoalkoxyalkoxy, nitro, and lower 
alkyl substituted with R 3 ; 



wherein R 1 is selected from 

a) substituted or unsubstituted 6-10 membered aryl/ 

b) substituted or unsubstituted 4-6 membered heterocyclyl, 

c) substituted or unsubstituted 9-14 membered fused heterocyclyl, 

d) substituted or unsubstituted arylalkyl, and 
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e) substituted or unsubstituted heterocyclylalkyl , 

where substituted R 1 is substituted with one or more substituents 

selected from halo, -OR 3 , -SR 3 , -S0 2 r 3 /-co 2 r 3 , -ctONR^ 3 , - 

C(0)R 3 , -HR 3 R 3 , -SO a NR 3 R 3 , -NR 3 C(0)OR 3 , -NR 3 C(0)R 3 , optionally 

substituted 3-6 membered heterocyclyl , optionally 

substituted phenyl, alkylaminoalkoxyalkoxy, nitro, cyano, 

oxo, lower alkyl substituted with R s ,- 

wherein R 2 is one or more substituents independently selected from H, 

halo, -OR 3 , -SR 3 , -C0 2 R 3 , -C(0)NR 3 R 3 , -C(0>R 3 , -MR 3 , -S0 2 R 3 , -S0 2 NR 3 R 3 , 
-NR 3 C(0)OR 3 , -NR 3 C(0)R 3 , -UR 3 C ( 0 ) NR 3 R 3 , optionally substituted 
cycloalkyl, optionally substituted 4-6 membered heterocyclyl/ 
optionally substituted phenyl, cyano, alkyl aminoalkoxy, 
alkyl aminoalkoxyalkoxy, nitro, lower alkyl substituted with R 5 , 
lower alkenyl substituted with R E , and lower alkynyl substituted 
with R 5 ; 

wherein R 3 is independently selected from H, lower alkyl, lower 

aminoalkyl, lower alkylaminoalkyl, optionally substituted phenyl, 
Optionally substituted 3-6 membered heterocyclyl, optionally 
substituted C 3 -C 6 - cycloalkyl , optionally substituted phenyl alkyl , 
optionally substituted 3-6 membered heterocyclylalkyl, optionally 
substituted C 3 -C 6 cycloalkylalkyl, and lower haloalkyl; 

wherein R 4 is independently selected from H, and lower alkyl; and 

wherein R s is one or more substituents independently selected from K, 

halo, -OR 3 , -SR 3 / -C0 2 R 3 , -C(0)NR 3 R 3 , -C(0)R 3 , -NR 3 R 3 , -S0 2 R 3 , -S0 2 NR 3 R\ 
-NR 3 C(0)OR 3 , -NR 3 C(0)R 3 , -NR 3 C (O) NR 3 R 3 , optionally substituted 
cycloalkyl, optionally substituted 4-6 membered heterocyclyl, 
optionally substituted phenyl, cyano, alkyl aminoalkoxy, 
alkylaminoalkoxyalkoxy, nitro, lower alkyl, lower alkenyl and lower 
alkynyl ,- 

and enantiomers , diastereomers , p harmaceutical^ acceptable 

d cg - iva - t - i - vco salts and solvates thereof; 
provided one of and r io N or NH ; 

further provided only one of daohed lineo a and b indi - catop - a double 
bond; 

further provided cither X or W 4- s not 0(O) a when Y* - io S and Y* io N; 
further provided R* io not 2 IIO ^€-^ hen - yl% lH - pyrrolo 2,5 diona or 

bcnaothiag - Ql - e — when- ¥^ io S and Y* io N; 
further provided cithor R or ft * io not oubotittutcd iooindolonc when Y a 
*tg—& and Y* io N; 

3 



PAGE 4/37 * RCVD AT 312112007 7:17:45 PM [Eastern Daylight Time] * SVR:USPT0-ff XRF-5/9 * DNIS:2738300 * CSID:6508379422 * DURATION (mm-ss):06-52 



03/21/2007 16:17 FAX 6508379422 



AM GEN - IP DEPARTMENT 



12)005 



Application No.: 10/804,915 Attorney Docket No. A-846 (US) 

f ur t he r — provi de d R 1 is not benzyl when X is O, W is NH, Y 2 is O r Y 1 is 
| N and R is 4- (diethylaminoethoxy) phenyl^ 

further provided R * io n e t - - benzyl when Y* io NH, Y* io N and R ia 5 — 

ehloano C mcth y-l-p hcnyl ) - NHC (-0) — thiazol 2 yl or bcn^yl r , - 
furthor provided X and W arc not both fi(0) n when Y 2 io 3OTI and Y^ io N ; 
further provided R* io not piporidinyl when x and w are NH , Y^ io NH, 
¥ * io N / R and R* are optioonlly ottbot - ittutcd phenyl and ring A hog 
nitrogono at positions 4 and — frr 
and f urthc3s^-pTOV i £4e>d R, R* and R* aro not all pyridyl or all triaaolyl 
when Y* io NH, Y * io N and ring A haa — nitrogeno at poaifciono 1 and 

2. (Original) Compound of Claim l wherein w and X are 
independently selected from O and NR 4 . 

3. (Original) Compound of Claim 1 wherein W is O or NH. 

4. (Original) Compound of Claim 1 wherein X is O or NH. 

5. (Original) Compound of Claim 1 wherein W is NH. 

6 . (Canceled) 

7. (Canceled) 

8. (Original) Compound of Claim l wherein R is selected from 
substituted or unsubstituted aryl selected from phenyl, naphthyl , 
indanyl, indenyl and tetrahydronaphthyl , substituted or unsubstituted 
5-6 membered heteroaryl, C 3 . 6 -cycloalkyl , and substituted or 
unsubstituted 9-14 membered bicyclic or tricyclic heterocyclyl ; 
wherein substituted R is substituted with one or more substituents 
independently selected from halo, -OR 3 , oxo ( -SR 3 , -S0 2 R 3 , -C0 2 R 3 , - 
C(0)nr 3 r 5 , -C(0)R 3 , -NR 3 R\ -NH(d-C 4 alkylenylR 3 ) , - (d-d 
alkylenyl)NR 3 R 3 , -S0 2 NR 3 R 3 , -NR 3 C(0)0R 3 , -NR 3 C(0)R 3 , amino- d.C 6 - alky 1 , d_ 
C 6 -alkylamino-Ci_C 6 -alkyl, Ci_C 6 -alkylamino-C L -C 6 -alkoxy, d-C^alkylamino- 
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Ci.C 6 -alkoxy-Ci-C 6 -alkoxy, optionally substituted 5-6 numbered 
heterocyclylcarbonylalkyl , Ci.*-alkoxycarbonylamino-Ci_ 6 -alkyl , 



R\ ^R f 




, optionally substituted C 4 . 6 -cycloalkyl, optionally 



substituted 5-6 raembered heterocyclyl , optionally substituted phenyl, 
optionally substituted phenyl -C x . 5 -alkylenyl , optionally substituted 5- 
6 raembered heterocyclyl -d.C 6 - alkylenyl, 5-6 membered heterocyclyl -C 2 .C fi - 
alkenylenyl, C^-alkyl, cyano, Ci- 4 -hydroxyalkyl , nitro and Ci_ 4 ~ 
haloalkyl; wherein R e and R £ are independently selected from H and C^- 
haloalkyl; wherein R 7 is selected from H, C a . 3 -alkyl, optionally 
substituted phenyl -Cio- alky 1, 4-6 membered heterocyclyl, optionally 
substituted 4-6 membered heterocyclyl ~C 1 .C 3 - alkyl , C 1 . 3 -alkoxy-Ci. 2 -alkyl 
and Cj^-alkoxy-do-alkoxy-Ci.a-alkyl . 

9. (Original) Compound of Claim 1 wherein R is a substituted or 
unsubstituted ring selected from phenyl, indanyl, tetrahydronaphthyl , 
naphthyl, cyclohexyl, indazolyl, indolyl, 2, l, 3 -benzothiadiazolyl , 
isoxazolyl, pyrazolyl, thiazolyl, thiadiazolyl , thienyl, pyridyl, 
pyximidinyl, pyridazinyl, 2-oxo-l , 2-dihydroguinol-7~yl, 1-oxo-l, 2 , 3 , 4- 
tetrahydro- isoquinolyl , 2 , 3-dihydro-l , 1-dioxo-benzo [d] isothiazolyl, 
isoindolyl, 2, 3 -dihydro-lH- indolyl, naphthyridinyl , benzothienyl , 
benzof uryl , 2,3 - di hydro -benz of uryl , benzodioxolyl , benziraida2olyl , 
benzoxazolyl , benz thiazolyl , isoquinolyl, quinolyl, 1,2,3,4- 
tetrahydro- isoquinolyl , tetrahydroquinolyl, 2,3,4, 4a, 9, 9a-hexahydro- 
lH-3-aza-f luorenyl, 5,6, 7-trihydro-l , 2 , 4 -triazolo [3,4-a] isoquinolyl, 
benzodioxanyl and quinazolinyl ; wherein substituted R is substituted 
with 1-3 substituents independently selected from bromo, chloro, 
fluoro, iodo, nitro, amino, cyano, aminoethyl, hydroxy, aminosulf onyl , 
4-methylpiperazinylsulfonyl, cyclohexyl, phenyl, phenylmethyl , 
morpholinylmethyl , methylpiperazinylmethyl , isopropyl - 
piperazinylmethyl , methylpiperazinylpropyl , raorpholinylpropyl , 
methylpiperidinylmethyl, morpholinyl ethyl , l- (4-morpholinyl) -2,2- 
dimethylpropyl , piperidinylethyl , piperidinylmethyl , 
piperidinylpropyl , 1 -methylpyrrolidinylmethyl , pyrrol idinylpropyl , 
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methylsulf onyl , methyl carbonyl , piper idinylmethylcarbonyl , 
methylpiperazinylcarbonylethyl , methoxycarbonyl , methyl , ethyl , 
propyl, isopropyl, butyl, tert-butyl, sec-butyl, trif luoromethyl, 
pentaf luoroethyl , nonaf luorobutyl r 1,1-di (trif luoromethyl) -l- 
hydroxymethyl, 1, 1-di (trif luoromethyl) -1- (piperidinylethoxy } methyl , 
1, 1-di (trif luoromethyl) -1- (methoxyethoxyethoxy) methyl, 1-hydroxyethyl, 
2 -hydroxy ethyl, hydroxybutyl , dif luoromethoxy, trif luoromethoxy , l- 
aminoethyl, 2-aminoethyl, 1- (N- isopropyl amino) ethyl , 2- (N- 
isopropylaraino) ethyl , dimethylaminopropyl , dimethylaminoethoxy, 4- 
chlorophenoxy, phenyloxy, l-methylpiperdin-4-yloxy , piperdin-4-yloxy, 
piperidinylethoxy, morpholinylethyloxy , 4-methylpiperazinylethoxy , 4- 
isopropylpiperazinylethoxy, piperdin-4 -methoxy, 4-methylpiperdin-l- 
ylmethoxy , 1 -methylpyrrolidin- 2 -ylmethoxy, l - isopropylpyrrolidin- 2 - 
ylmethoxy , 1 - i sopr opy lpyrr o 1 i din- 3 - ylme t hoxy , 1 - me thylpyr r ol i din - 3 - 
ylmethoxy, 3- (dimethyl amino) pyrrolidin-l-ylethoxy, isopropoxy, methoxy 
and ethoxy. 

10. (Original) Compound of Claim 1 wherein R is 




wherein R x is selected from bromo, chloro, methyl, ethyl, propyl, 
isopropyl, butyl, tert-butyl, sec-butyl, trif luoromethyl , 
pentaf luoroethyl, 1, l-di (trif luoromethyl) -1-hydroxymethyl, 
trif luoromethoxy, dif luoromethoxy, isopropoxy, methoxy and ethoxy; and 
wherein R y is selected from 4-tnethylpiperazinylsulf onyl , 
morpholinylmethyl , 4 -methylpiper az inylmethyl , 4 - 
methylpiperazinylpropyl , 4-isopropylpiperazinylmethyl, 4- 
methylpiperidinylmethyl , 4-aminopiperidinylmethyl , 4-methylamino- 
piperidinylmethyl , 4 -dimethylamino-piperidinylmethyl , 3 - 
dimethylaminopyrrolidin-l-ylraethyl, l-methylpyrrolidin-2-ylmethyl, 
dimethylaminoethyl , dimethylaminoethoxy, piperidinylethoxy, 
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morphol inyl ethyl oxy , 4 -me thylpiperaz inylethoxy , 4 - 

isopropylpiperasinylmethoxy, piperdin-4-methoxy, 4-methylpiperdin-l- 
ylmethoxy, l~methylpyrrolidin-2-ylmethoxy , l-methylpyrrolidin-3 - 
ylmethoxy, 1-isopropylpyrrolidin- 2 -ylmethoxy, l-isopropylpyrrolidin-3- 
ylmethoxy, 3- (dimethylamino)pyrrolidin-l-ylethoxy, 2- (N,N- 
dimethyl amino) acetylamino and 2- (N,N-dimethylaraino) ethylamino . 

11. (Currently amended) Compound of Claim 1 wherein R 3 is 
selected from 

substituted or unsubstituted 5-5 membered heteroaryl comprising 

containing one or more nitrogen atoms, 
substituted phenyl, and 

substituted or unsubstituted 3-10 membered bicyclic or 13-14 
membered tricyclic heterocyclyl ; 
wherein substituted R 1 is substituted with one or more substituents 
independently selected from halo, -OR 3 , -SR 3 , - S0 2 R 3 , - C0 2 R 3 , -CCONR^R 3 , 
-C(Q)R 3 , -NR 3 R 3 , -S0 2 NR 3 R 3 , -NR 3 C (O) OR 3 , -NR 3 C(0)R 3 , optionally 
substituted 5-6 membered heterocyclyl, optionally substituted phenyl, 
nitro, cyano, Ci. 4 -alkylamino-Ci-4-alkoxy, and Ci^-alkyl substituted with 
a 5 . 

12. (Original) Compound of Claim l wherein R l is a substituted or 
unsubstituted ring selected from pyrazolyl, triazolyl, pyridyl, 
pyrimidinyl, triazinyl, pyridazinyl, substituted phenyl, indazolyl , 
indolyl, isoindolyl, quinolinyl, isoquinolinyl , ben2otriazolyl, 

benzo [1, 3] dioxolyl , , pyrrolo [2 , 3-d] pyrimidin-4-yl , 2-oxo-l, 3 -dihydxo- 
pyrrolo[2,3-d]pyridin-4-yl, pyrazolo [2 , 3 , b] pyridin-4-yl, imidazo [4,5- 
b] pyridin-4-yl , 2 , 3 -dihydrobenzofuryl , 2-oxo-l , 2-dihydroquinolyl , 
naphthyridinyl and quinazolinyl ; wherein substituted R 1 is substituted 
with one or more substituents independently selected from halo, 
hydroxy, C a . 3 -alkyl, Cx-a-alkoxy, Ci^-alkoxy-C^-alkoxy, optionally 
substituted 5-6 membered heterocyclyl -C^-alkoxy, amino, Ci_ 2 - 
alkylamino, aminosulf onyl , -NR 3 C(O)0R 3 / -NR 3 C (O) R 3 , optionally 
substituted 5-6 membered heterocyclyl, optionally substituted phenyl, 
nitro, cyano, C 1 . 2 -alkylamino-Ci. 2 -alkoxy, Ci-a-alkylamino-c^-alkyl , C a _ 2 - 
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alkylamino-C 2 . 3 -alkylamino, Ci. 2 -hydroxyalkyl , C^j-aminoalkyl , and C^- 
haloalkyl . 

13. (Original) Compound of Claim 1 wherein R 1 is a substituted or 
unsubstituted ring selected from 4-pyridyl, triazolyl, 4-pyrimidinyl, 
4-pyridazinyl, phenyl, 5-indazolyl, 4-quinolyl, indolyl, isoindolyl, 
benzotriazolyl, bsnzo [1, 3] dioxolyl, pyrrolo[2,3-d]pyrimidin-4-yl, 2- 
oxo- 1 , 3 -dihydro-pyrrolo [2 , 3 -d] pyridin-4 -yl , pyrazolo [2 , 3 , b] pyridin-4 - 
yl, imidazo [4 , 5-b) pyridin-4 -yl, pyrrolo [2, 3 ~b J pyridin-4 -yl, 2,3- 
dihydrobenzofuryl, 2-oxo-l,2-dihydroquinol-7-yl, and 4-quinozalinyl ; 
wherein substituted R 1 is substituted with one or more substituents 
independently selected from chloro, fluoro, bromo, hydroxy, methoxy, 
ethoxy, methoxyethoxy, amino, methylamino, ethylamino, 1- 
methylpiperidinylmethoxy , aminosulf onyl , dimethyl amino ethoxy, 

piper dinylmethoxy, piperdin-l-ylethoxy, morpholinoethoxy, pyrrol idin- 
2-ylethoxy, 4-methylpiperazin-l-ylethoxy, dimethylaminoethylamino, 
dimethylaminopropylamino , methyl , ethyl , propyl , cyano , hydroxymethyl , 
aminomethyl, aminocarbonyl , nitro, trif luoromethyl, optionally 
substituted piperidinyl, morpholinyl, optionally substituted 
piperazinyl, and optionally substituted phenyl. 

14. (Original) Compound of Claim 1 wherein R 2 is one or more 
substituents independently selected from H, halo, hydroxy, C^-alkoxy, 
Ci.j-haloalkoxy, amino, C w -alkylamino, optionally substituted 5-6 
member ed he t erocyc lyl - Ci . 2 - a 1 ky 1 amino , aminosul f onyl , C 3 . $ - eye 1 oal ky 1 , 
optionally substituted 5-6 membered heterocyclyl, optionally 
substituted phenyl, d-4-alkyl, cyano, Ci_ 2 - hydroxy al ky 1 , Ci_ 3 - 
carboxyalkyl, nitro, C 2 - 3 -alkenyl, C 2 . 3 -alkynyl and C w -haloalkyl . 

15. (Original) Compound of Claim 1 wherein R a is one or more 
substituents independently selected from H, chloro, fluoro, bromo, 
hydroxy, methoxy, ethoxy, trif luoromethoxy, amino, dimethylamino, 
aminosulf onyl, carboxymethyl , cyclopropyl, optionally substituted 
phenyl, methyl, ethyl, propyl, cyano, hydroxymethyl, nitro, propenyl, 
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propynyl, trif luoromethyl and unsubstituted or substituted heteroaryl 
selected from thienyl, furanyl, pyridyl f imidazolyl, and pyrazolyl, 

16. (Original) Compound of Claim 1 wherein R 2 is H; wherein R 3 is 
selected from H, Ct^-alkyl, phenyl, phenyl -Ci_ a -alkyl, 4-6 merabered 
heterocyclyl, 4-6 membered heterocyclyl -C^-alkyl, C 3 -C fi cycloalkyl and 
d.a-haloalkyl- 

17. (Original) Compound of Claim 1 wherein R 4 is independently 
selected from H, Cio-alkyl, phenyl, 5-6 membered heterocyclyl , C 5 -C 6 
cycloalkyl, and Ci-j-haloalkl . 

18. (Currently amended) Compound of Claim i and pharmaceutical^ 
acceptable derivative s salts and solvates thereof selected from 

4 — f-2 — [3 - (l Methyl pyrrolidin - 2 - ylmcthoxy) — l pentaf luorocthyl - • 

phenylaroino) — 3 .J7 bongimidazol 5 yloxy) — gy-ErLdina 2 oarboxy-l - a r o aoid 
mothylamidc ? 

4 - {2 [3 — (2 Dimcthy ^ amino - cthoxy) 4 trif luoromc thy 1 phonylamino] — 344— 
bcnsimielasaol - 5 yloxy] — pyridine 2 carboxylio aci <=i— mo thy 1 amide ; 

4 — ^3 — £3 — (1 Methyl pyrrolidin 2 ylmcthoxy) — 1 trif luoromothyl 

p hony! ami no] — III be&g - imidazQl S yloxy} pyridine 2 carboxylic acid 



4 {2 — K — Chloro 3 — ( 4 methyl gi - pcrasin 1 ylmcthyl) - pfeonyl amino] — a^- 
methyl 117 bcngimidacol g yioxy] pyridine 2 carbe - xylic acid 
methyl ami do, 

[1 Chloro 3 (1 methyl pipcrazin 1 ylmcthyl) phenyl] — £5 — f qninolin <L 

yloxy) — HI beft -g itnidazol — 3 — yl] — amino ; 
-f3 — (l Methyl - pyrrolidin 2 ylmothoxy) — l trif luor ere othyl phenyl] — [6— 

■f^ a - inolin 4 yloxy) — III bcnzimidazol 2 yl - ] — amino ; 
4- {2- [4-Chloro-3- H-methyl-piperazin-l-ylmethyl) -phenylamino] - 

benzoxazol-5-yloxy}-pyridine-2-carboxylic acid methylamide; 
4-{2- l4-Chloro-3- (l-methyl-pyrrolidin-2-ylmethoxy) -phenylamino] - 

benzoxazol-5-yloxy}-pyridine-2-carboxylic acid methylamide; 
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[4-Chloro-3- (l-methyl-pyrrolidin~2-ylmethoxy) -phenyl] - [5- (quinolin-4- 

yloxy) -benzoxazol-2-yl] -amine ; 
[3- (l-Methyl-pyrrolidin-2-ylmethoxy) -4 -trif luoromethyl -phenyl] - [5- 

(quinolin-4-yloxy) -benzoxazol-2-yl] -amine; 
S- ( (6,7-bis(Methoxy) -4-quinolinyl) oxy) -N- (4-chloro-3- ( (4-methyl-l- 

piperazinyl ) methyl ) phenyl ) - 1 f 3 -benzoxazol - 2 - amine ; 
N- (4-Chloro-3- { (4 -methyl -1-piperazinyl) methyl) phenyl) -5- (1H- 

pyrrolo [2 , 3 -b] pyridin-4 -yloxy) -1,3 -benzoxazol-2 - amine ; 
N- (4-chloro-3- ( ( ( (2S) - 1 -methyl- 2 -pyrrolidinyl) methyl) oxy) phenyl) -5- 

(lH-pyrrolo [2, 3 -b J pyridin-4 -yloxy) -1, 3 -benzoxazol-2 -amine; and 
4- ( (2- ( (4-Chloro-3- ( ( ( (2S) - 1 -methyl- 2 - 

pyrrolidinyl) methyl) oxy) phenyl ) amino) -7-f luoro~l, 3 -benzoxazol -5- 

yl) oxy) -N-methyl-2-pyridinecarboxamide, 

19. (Currently amended) Compound of Formula II 



wherein W l and X are independently O or NH; 
wherein Y 2 is 0 or NR 4 -f- 
w horo i n - n id 0, — 1 or 2 ; 
wherein R ia selected from 

a) substituted or unsubstituted 6-10 membered aryl, 

b) substituted or unsubstituted 5-6 membered heterocyclyl , 

c) substituted or unsubstituted 9-13 membered fused heterocyclyl, 



d) substituted or unsubstituted cyclo^lkyl, 

wherein substituted R is substituted with one or more 
substituents independently selected from halo, -OR 3 , -SR 3 , - 
C0 3 R 3 , -C{0)NR 3 R 3 , -C(0)R\ -NR 3 R 3 , -SG 2 R 3 , -SO a NR 3 R 3 , -NR 3 C(0)OR 3 , 
-NR 3 C(0)R 3 , -NR 3 C(0)NR 3 R 3 , oxo, -OC(0)R 3 , optionally substituted 
cycloalkyl, optionally substituted 4-6 membered heterocyclyl, 
optionally substituted phenyl, cyano, alkylaminoalkoxy, 




and 
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alkylaminoalkoxyalkoxy, nitro and lower alkyl substituted with 

wherein R 1 is selected from 

a) unsubstituted or substituted 5- or 6-membered nitrogen- 

containing heteroaryl, 

b) unsubstituted or substituted 9- or 10-membered fused nitrogen- 

containing heteroaryl, and 

c ) phenyl , 

where substituted R* is substituted with one or more substituents 

selected from halo , -OR 3 , -SR 3 , -S0 3 R 3 , -C0 2 R 3 , -C(0)NR 3 R 3 , - 

C(0)R 3 , -NR 3 R 3 , -S0 2 NR 3 R 3 , -NR 3 C(0)OR 3 , -NR 3 C(0)R 3 , optionally 

substituted 3-6 membered heterocyclyl , optionally 

substituted phenyl, nitro, cyano, oxo, and lower alkyl 

substituted with R 6 ; 

wherein R 3 is one or more substituents independently selected from H, 

halo, -OR 3 , -SR\ -C0 2 R 3 , -C(0)NR 3 R 3 , -C(0)R\ -NR 3 R 3 , -S0 2 R 3 , -S0 2 NR 3 R 3 , 
-NR 3 C(0)OR 3 , -NR 3 C(0)R 3 , -NR 3 C (O) NR 3 R*, optionally substituted 
cycloalkyl, optionally substituted 4-6 membered heterocyclyl, 
optionally substituted phenyl , cyano, alkylaminoalkoxy , nitro, and 
lower alkyl substituted with R 6 ; 

wherein R 3 is independently selected from H, lower alkyl, optionally 

substituted phenyl, optionally substituted 3-6 membered 

heterocyclyl, optionally substituted C a -C 6 - cycloalkyl, optionally 

substituted phenylalkyl, optionally substituted 3-6 membered 

heterocyclylalkyl , optionally substituted C 3 -C 6 cycloalkylalkyl , 

lower aminoalkyl, lower alkylaminoalkyl and lower haloalkyl; 

wherein R* is independently selected from H, and Cx. 2 alkyl; and 

wherein R $ is one or more substituents independently selected from H, 

halo, -OR 3 , -SR 3 , -C0 3 R 3 , -CONR 3 R 3 , -COR 3 , -NR 3 R 3 , -S0 2 R 3 , -S0 2 :NR 3 R 3 , 

-NR 3 C(0)OR 3 , -NR 3 C(0)R 3 , -NR 3 C (0)M1 3 R 3 , optionally substituted 

cycloalkyl, optionally substituted 4-6 membered heterocyclyl, 

optionally substituted phenyl, cyano, alkylaminoalkoxy and nitro; 

enantiomers, diastereomers and pharmaceutically acceptable dcrivativeo 

salts and solvates thereof . 

20. (Original) Compound of Claim 19 wherein W 1 is NH. 

11 
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21. (Original) Compound of Claim 19 wherein X ia O. 

22. (Original) Compound of Claim 19 wherein X is NH. 

23 . (Canceled) 

24. (Original) Compound of Claim 19 wherein R is a substituted or 
unaubstituted ring selected from phenyl, indanyl, tetrahydronaphthyl, 
naphthyl , cyclohexyl , indazolyl , indolyl , 2,1,3 -benzothiadiazolyl , 
isoxazolyl, pyrazolyl, thiazolyl, thiadiazolyl, thienyl, pyridyl, 
pyrimidinyl , pyridazinyl , 2-oxo- 1 , 2 -dihydroquinol - 7 -yl , l -oxo- 1 ,2,3,4- 
tetrahydro-isoquinolyl , 2 , 3-dihydro-l , 1-dioxo-benzo [dj isothiazolyl , 
isoindolyl, 2,3-dihydro-lH-indolyl, naphthyridinyl , benzothienyl , 
benzofuryl, 2, 3-dihydro-benzofuryl, benzodioxolyl , benzitnidazolyl, 
benzoxazolyl, benzthiazolyl , isoquinolyl , quinolyl, 1,2,3,4- 
tetrahydro-isoquinolyl, tetrahydroquinolyl , 2,3,4,4a, 9 , 9a-hexahydro- 
1H-3 -asa-f luorenyl , 5 , 6 , 7 -trihydro-1 , 2 , 4 -triazolo [3 , 4-a] isoquinolyl , 

. benzodioxanyl and guinazolinyl ; wherein substituted R is substituted 
with 1-3 substituents independently selected from bromo, chloro, 
fluoro, iodo, nitro, amino, cyano, aminoethyl, hydroxy, aminoaulf onyl , 
4 -methylpiperazinylsulf onyl , cyclohexyl , phenyl , phenylmethyl , 
raorpholinylmethyl , methylpiperazinylmethyl , isopropyl- 
piperazinylmethyl , methylpiperazinylpropyl , morpholinylpropyl , 
methylpiperidinylraethyl, morpholinylethyl, 1- (4-morpholinyl) -2,2- 
dimethylpropyl , piperidinylethyl, piperidinylmethyl, 
piperidinylpropyl , 1-methylpyrrolidinylmethyl , pyrrol idinylpropyl , 
methyl sulf onyl , methyl carbonyl , piperidinylmethylcarbonyl , 
methylpiperazinylcarbonyle thyl , methoxycarbonyl , methyl , ethyl , 
propyl, isopropyl, butyl, tert-butyl, sec-butyl, trif luoromethyl , 
pentaf luoroethyl, nonaf luorobutyl, 1,1-di (trif luoromethyl) -1- 
hydroxymethyl , 1, l-di (trif luoromethyl) -1- (piperidinylethoxy) methyl, 
1, l-di (trif luoromethyl) -1- (methoxyethoxyethoxy) methyl , l-hydroxyethyl , 
. 2 -hydroxyethyl , hydroxybutyl , dif luoromethoxy , tri f luoromethoxy , 1 - 
aminoethyl, 2-aminoethyl , 1- (N-isopropylamino) ethyl, 2- (N- 
isopropylamino) ethyl , dime thy 1 ami nopropyl , dimethylaminoethoxy, 4- 
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chlorophenoxy, phenyloxy, l-methylpiperdin-4-yloxy, piperdin-4-yloxy, 
piperidinylethoxy, morpholinylethyloxy, 4-methylpiperazinylethoxy, 4- 
i sopr opy Ip iper az iny 1 e thoxy , piper din- 4 -me thoxy , 4 - me t hy lpiperdin- 1 - 
ylmethoxy , 1 -methylpyrrol idin- 2 -ylmethoxy , 1 - isopropylpyrrolidin-2 - 
ylmethoxy , l - i sopropylpyrrolidin- 3 -ylmethoxy , 1 -methylpyrrol idin- 3 - 
ylmethoxy, 3-*(dimethylamino)pyrrolidin-l-ylethoxy, isopropoxy, methoxy 
and ethoxy, 

25. (Original) Compound of Claim 19 wherein R is 



wherein R x is selected from bromo, chloro, methyl, ethyl, propyl, 
isopropyl, butyl, tert-butyl, sec-butyl, trif luoromethyl , 
pentafluoroethyl, 1, 1-di (trif luoromethyl) -1-hydroxymethyl, 
trif luoromethoxy, dif luoromethoxy, isopropoxy, methoxy and ethoxy; and 
wherein R y is selected from 4-methylpipera2inylsulf onyl , 
morpholinylmethyl , 4 -methylpiperazinylmethyl , 4 - 
methylpiperazinylpropyl , 4 - isopropylpiperazinylmethyl , 4 - 
methylpiperidinylmethyl , 4-aminopiperidinylmethyl , 4 -me thyl ami no - 
piperidinylmethyl , 4 - dime thyl amino- piper idinyl methyl , 3 - 
dimethylaminopyrrolidin- 1 -ylmethyl , 1 -methylpyrrol idin- 2 -ylmethyl , 
dimethylaminoethyl , dime thyl ami noe thoxy, pipe ridinyle thoxy , 
morpho 1 i ny 1 ethyl oxy , 4 - me thy Ipiper az iny le thoxy , 4 - 

isopropylpiperazinylme thoxy, piperdin-4 -methoxy, 4 -methy lpiperdin- 1- 
ylmethoxy, 1- methylpyrrol id in- 2 -ylmethoxy, 1 -methylpyrrol idin- 3- 
ylmethoxy, 1 - i sopropylpyrrol idin- 2 -ylmethoxy, 1 - isopropylpyrrolidin-3 - 
ylmethoxy, 3- (dime thyl amino) pyrrol idin- 1-yl ethoxy, 2- (N,N- 
dimethylamino) acetylamino and 2- (N, N-dimethylamino) ethylamino . 

26. (Original) Compound of Claim 19 wherein R is substituted or 
unsubstituted 5-6 membered heterocyclyl . 
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27. (Original) Compound of Claim 19 wherein R is substituted or 
unsubstituted 9-11 membered fused heterocyclyl . 

28. (Original) Compound of Claim 19 wherein R 1 is selected from 
unsubstituted or substituted 5- or 6 -membered nitrogen- containing 
heteroaryl . 

29. (Original) Compound of Claim 19 wherein R 1 is selected from 
unsubstituted or substituted phenyl. 

30. (Original) Compound of Claim 19 wherein R 1 is selected from 
unsubstituted or substituted 9- or 10 -membered nitrogen-containing 
partially saturated heterocyclyl and unsubstituted or substituted 9- 
or 10-membered nitrogen- containing heteroaryl. 

31. (Original) Compound of Claim 19 wherein R x is a substituted 
or unsubstituted ring selected from 4-pyridyl, triazolyl, 4- 
pyrimidinyl, 4-pyridazinyl, phenyl, 5-indazolyl, 4-quinolyl, indolyl, 
isoindolyl, benzotriazolyl , benzo [1, 3] dioxolyl, pyrrolo[2,3- 
d]pyrimidin-4-yl, 2-oxo-l , 3 -dihydro -pyrrol o [2 , 3-d] pyridin-4-yl , 
pyrazolo [2 , 3 , b] pyridin-4 -yl , imidazo [4 , 5 -b] pyridin-4 -yl , pyrrolo [2,3- 
b] pyridin-4 -yl , 2,3- dihydr obenzof uryl , 2 - oxo-l , 2 -dihydroquinol - 7 -yl , 
and 4-quinozalinyl; wherein substituted R 1 is substituted with one or 
more substituents independently selected from chloro, f luoro, bromo, 
hydroxy, methoxy, ethoxy, methoxyethoxy, amino, methylamino, 
ethylamino , 1-methylpiperidinylmethoxy , aminosulf onyl , 

dimethyl aminoethoxy, piperdinylmethoxy, piperdin-l-ylethoxy, 
morpholinoethoxy, pyrrol idin-l-ylethoxy, 4-methylpiperazin-l-ylethoxy, 
dimethylaminoethylamino, dime thy laminopropyl amino, methyl, ethyl , 
propyl, cyano, hydroxymethyl , aminomethyl, am i no car bony 1 , nitro, 
trif luoromethyl , optionally substituted piperidinyl, morpholinyl , 
optionally substituted piperazinyl, and optionally substituted phenyl. 
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32. (Canceled) 

33. (Currently amended) Compound of Claim 19 wherein W 1 and X are 
independently 0 or NH; 

| wherein is O or NH; 
wherein R is selected from 

a) substituted or unsubstituted 6-10 membered aryl, 

b) substituted or unsubstituted 5-6 membered heterocyclyl, 

c) substituted or unsubstituted 9-13 numbered fused heterocyclyl , 
and 

d) substituted or unsubstituted cycloalkyl, 

wherein substituted R is substituted with one or more 
substituents independently selected from halo, -OR 3 , -SR 3 , - 
C0 3 R 3 , -C(0)NR 3 R\ -C(0)R 3 , -NR 3 R 3 , -SO a R 3 , -S0 2 NR 3 R 3 , -NR 3 C(0)OR 3 , 
-NR 3 C(0)R 3 , -NR 3 C (O) NR 3 R 3 / oxo, -OC(0)R 3 , optionally substituted 
cycloalkyl, optionally substituted 4-6 membered heterocyclyl, 
optionally substituted phenyl , cyano, alkylaminoalkoxy, 
alkylaminoalkoxyalkoxy, nitro and lower alkyl substituted with 
R 6 ; 

wherein R 1 is selected from 

a) unsubstituted or substituted 5- or 6 -membered nitrogen- 

containing heteroaryl, 

b) unsubstituted or substituted 9- or 10-membered fused nitrogen- 

containing heteroaryl, and 

c) phenyl , 

where substituted R 1 is substituted with one or more substituents 

selected from halo, -OR 3 , -SR 3 , -SO,R 3 , -C0 2 R 3 , -C(0)NR 3 R 3 , - 

C(0)R 3 , -NR^ 3 , -S0 2 NR 3 R 3 , -NR 3 C(0)OR 3 , -NR 3 C(0)R 3 , optionally 

substituted 3-6 membered heterocyclyl, optionally 

substituted phenyl, nitro, cyano, oxo, and lower alkyl 

substituted with R 6 ; 

wherein R 2 is one or more substituents independently selected from H, 

halo, -OR 3 , -SR 3 , -C0 2 R 3 , -C(0)NR 3 R 3 , -C(0)R 3 , -NR 3 R 3 , -S0 2 R 3 , -S0 2 NR 3 R 3 , 
-NR 3 C(0)OR 3 , -NR 3 C(0)R 3 , -NR 3 C ( O) NR 3 R 3 , optionally substituted 
cycloalkyl, optionally substituted 4-6 membered heterocyclyl, 
optionally substituted phenyl, cyano, alkylaminoalkoxy, nitro, and 
lower alkyl substituted with R fl ; 

wherein R 3 is independently selected from H, lower alkyl, optionally 

substituted phenyl, optionally substituted 3-6 membered 
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heterocyclyl, optionally substituted C3-C 6 -cycloalkyl, optionally 
substituted phenylalkyl, optionally substituted 3-6 membered 
heterocyclylalkyl , optionally substituted C 3 -C 6 cycloalkylalkyl , 
lower aminoalkyl, lower alkylaminoalkyl and lower haloalkyl; 
wherein R* is independently selected from H, and Ci. 2 alkyl; and 
wherein R 6 is one or more substituents independently selected from H, 
halo, -OR 3 , -SR\ -CO a R 3 , -CONR 3 R 3 , - COR 3 , -ttR 3 R 3 , -S0 2 R 3 , -S0 2 NR 3 R a , 
-NR*C(0)OR a , -NR a C(0)R a , -NR 3 C (O) NR 3 R a , optionally substituted 
cycloalkyl, optionally substituted 4-6 membered heterocyclyl , 
optionally substituted phenyl, cyano, alkylaminoalkoxy and nitro; 
enantiomgrs, diastereomers and pharmaceutically acceptable ^c rivativ ee 

salts and solvates thereof; 
pg^Q^i- dcd R *— 3H3— a ot 5 ((2 chloro 6 ra e- fehy^p feeg y - l - Kaminocarbonyl) thiazol - 2 - 

yl --w hon Y 8 , io NH, W io NH and X io NH; 
further provided R* io not 2 — (substituted aminooarbonyl) pyrid 4 yl when 
¥ * io NH; 

further p rovided R 1 is not 2- (substituted aminooarbonyl) pyrid- 4 -yl when 
Y 7 is O and when R is phenyl or substituted phenyl. 

34. (Original) Compound of Claim 33 wherein R is a substituted or 
unsubstituted ring selected from phenyl , indanyl, tetrahydronaphthyl, 
naphthyl, cyclohexyl, indazolyl, indolyl, 2, 1,3-benzothiadiazolyl, 
isoxazolyl, pyrazolyl, thiazolyl, thiadiazolyl , thienyl, pyridyl, 
pyriraidinyl , pyridazinyl, 2-oxo-l , 2-dihydroquinol-7-yl, 1-oxo-l, 2, 3,4- 
tetrahydro-isoguinolyl, 2 , 3-dihydro-l, 1-dioxo-benzo [d] isothiazolyl , 
isoindolyl , 2,3 -dihydro- 1H- indolyl , naphthyridinyl , benzothienyl , 
benzof uryl , 2 , 3 -dihydro-benzof uryl , benzodioxolyl , benzimidazolyl , 
benzoxazolyl / benz thiazolyl , isoquinolyl , quinolyl, 1,2,3,4- 
tetrahydro-isoquinolyl , tetrahydroquinolyl , 2,3/4, 4a, 9 , 9a-hexahydro- 
1H-3 -aza-f luorenyl , 5,6, 7-trihydro-l , 2 , 4 -triazolo [3 , 4 -a] isoquinolyl , 
benzodioxanyl and quinazolinyl ; wherein substituted R is substituted 
with 1-3 substituents independently selected from bromo, chloro, 
fluoro, iodo, nitro, amino, cyano, aminoethyl, hydroxy, aminosulf onyl , 
4 -methylpiperazinylsulf onyl , cyclohexyl , phenyl , phenylmethyl , 
morpholin-4 -ylmethyl , 4 -methylpiperazin- 1-ylmethyl , 4 - isopropyl - 
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piperazin-l-ylmethyl, 4-methylpiperazin-l-ylpropyl, morpholin-4- 
ylpropyl, methylpiperidinylmethyl, morpholin-4-ylethyl , l-(4- 
morphol inyl ) - 2 f 2 -dime thy lpropyl , piperidinylethyl , piper idinylmethyl , 
piper idinylpropyl, 4- (dimethylaminoethyl) piperazin-l-ylmethyl , l- 
methylpyxrolidinylmethyl , pyrrolidiny lpropyl , methylsulf onyl , 
methyl carbonyl , piperidinylmethylcarbonyl , 

methylpiperazinylcarbonylethyl , me thoxy carbonyl , methyl , ethyl , 
propyl, isopropyl, butyl, tert-butyl, sec-butyl, trif luoromethyl , 
pentaf luoroethyl, nonaf luorobutyl, 1,1-di (trif luoromethyl) -1- 
hydroxymethyl , 1, 1-di (trif luoromethyl) -1- (piperidinylethoxy) methyl, 
1, 1-di (trif luoromethyl) -1- (methoxyethoxyethoxy) methyl, 1-hydroxyethyl , 
2-hydroxyethyl, hydroxybutyl , dif luoromethoxy, trif luoromethoxy, l- 
aminoethyl, 2-aminoethyl , 1- (N-isopropylamino) ethyl, 2-(N- 
isopropylamino) ethyl , dimethyl ami nopropyl , dimethylaminoethoxy , 
diethylaminoethoxy, 4 -chlorophenoxy , phenyloxy, l-methylpiperdin-4- 
yloxy, piperdin-4-yloxy, piperidinylethoxy , morphol in- 4 -ylethyloxy, 4- 
methylpiperazin-l-ylethoxy, 4 -isopropylpiperazinyl ethoxy, piperdin-4- 
ylmethoxy , 4 -methylpiperdin- 1-ylmethoxy , l -methylpiperdin- 4 -ylmethoxy , 
1 - i sopropylpiperdin- 4 - y Ime thoxy , l -methylpyr rol idin - 2 - ylmethoxy , 1 - 
isopropylpyrrolidin-2-ylraethoxy, l-isopropylpyrrolidin-3-ylmethoxy, l- 
pyrrolidinylme thoxy, 1 -pyrrol idinylethoxy, 1 -methyl pyrrol idin- 3- 
ylraethoxy, 3- (dimethyl amino) pyrroli din- 1-yl ethoxy , 2- 
tetrahydrofurylmethoxy, isopropoxy, methoxy and ethoxy. 

35. (Original) Compound of Claim 33 wherein R is 




wherein R* is selected from bromo, chloro, methyl, ethyl, propyl, 

isopropyl, butyl, tert -butyl, sec -butyl, trif luoromethyl , 

pentaf luoroethyl , l, l-di (trif luoromethyl) ~l-hydroxymethyl, 

trif luoromethoxy, dif luoromethoxy, isopropoxy, methoxy and ethoxy; and 
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wherein R y is selected from H, 4-methylpiperazinylsulf onyl , 
trifluoromethyl, morpholinylmethyl, 4-methylpiperazinylmethyl , 3- 
dimethylaminopyrrolidin-l-ylmethyl , 4-methylpiperazinylpropyl , 4- 
isopropylpiperazinylmethyl , 4 -methylpiper idinylmethyl , 4- 
aminopiperidinylmethyl , 4 -methylamino -piper idinylmethyl , 4 - 
dimethylamino -piper idinylmethyl , l-methylpyrrolidin-2-ylmethyl , 
dime thylaminoe thy 1 , dimethylaminoethoxy, piper idinylethoxy, 
morpholinylethyloxy , 4 -menhylpiperaz in- 1 -yle thoxy , 4 - 
(dimethylaminoethyl)piperazin-l-ylmethyl, 4- 

isopropylpiperazinylmethoixiy, piperdin-4-ylmethoxy , 4-methylpiperdin-l- 
ylmethoxy, l-methylpiperdin-4-ylmethoxy, l-isopropylpiperdin-4- 
y lme t hoxy , 1 - pyr r o 1 i diny line t hoxy , 1 -pyr r o 1 i di ny 1 e thoxy , 1 - 
met hy lpyr rol idin - 2 - y lme thoxy , 1 - me thylpyr rol i di n - 3 - y lme t hoxy , 1 - 
isopropylpyrrolidin-2-ylmethoxy, i-isopropylpyrrolidin-3-yltnethoxy, 3- 
(dimethylamino) pyrrolidin-l-ylethoxy, 2-tetrahydxofurylmethoxy, 
diethylaminoethoxy, 2- (N,N- dimethylamino) acetyl amino and 2-(N,N- 
dimethylamino) ethylamino . 

36. (Original) Compound of Claim 33 wherein R 1 is a substituted 
or unsubstituted ring selected from 4-pyridyl, triazolyl, 4- 
pyrimidinyl , 4-pyridazinyl, phenyl, G-indazolyl, 4-quinolyl, indolyl, 
isoindolyl , benzotriazolyl , benzo [1,3] dioxolyl , pyrrolo [2,3- 
d] pyrimidin-4-yl, 2-oxo-l , 3 -dihydro-pyrrolo [2 , 3-d] pyridin-4-yl f 
pyrazolo [2 , 3 , b] pyridin-4-yl , lmidazo [4 , 5-b] pyridin-4-yl , pyrrolo [2,3- 
b] pyr idin- 4 -yl , 2,3- dihydrobenzof uryl , 2 - oxo - 1 , 2 -dihydroquinol - 7 -y 1 , 
and 4-quinazolinyl; wherein substituted R 1 is substituted with one or 
more substituents independently selected from chloro, fluoro, bromo, 
hydroxy, methoxy, ethoxy, me thoxye thoxy, amino, methylamino, 
ethylamino / 1 - met hylpiperi diny lmet hoxy, aminosulf onyl , 
dimethylaminoethoxy, piperdinylme thoxy, piperdin-l-ylethoxy, 
morpholinoe thoxy, pyrrol idin- 1-yle thoxy, 4-methylpiperazin-i-ylethoxy, 
methylaminocarbonyl , 1-pyrrolidinylbutylaminocarbonyl , 
dimethylaminoethylamino , dimethylaminopropylamino , methyl , ethyl , 
propyl , cyano , hydroxyme thyl , aminoniethyl , aminocarbonyl , ni tro , 
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trif luoromethyl, optionally substituted piperidinyl, morpholinyl , 
optionally substituted piperazinyl, and optionally substituted phenyl, 

37. (Currently amended) compound of Claim 33 wherein R 1 is 
selected from unsubstituted or substituted 9- or 10-membered fused 
nitrogen- containing heteroaryl; enantiomers, diastereomers and 
pharmaceutically acceptable dorivativco salts and solvates thereof. 

38. (Currently amended) Compound of Claim 33 wherein R 1 is a 
substituted or unsubstituted ring selected from 6-indazolyl, 4- 
qruinolyl, pyrrolo [2, 3-d] pyrimidin-4-yl, 2-oxo-l , 3 -dihydro -pyrrolo [2,3- 
d] pyridin-4-yl, pyrazolo [2 , 3 , b] pyridin-4-yl , iraidazo [4 , 5-b] pyridin-4- 
yl, pyrrolo[2,3-b]pyridin-4-yl, 2-oxo-l, 2-dihydroquinol-7-yl , and 4- 
cruinazolinyl; enantiomers, diastereomers and pharmaceutically 
acceptable dcrivativoG salts and solvates thereof . 

39. (Currently amended) Compound of Claim 33 wherein R 3, is a 
substituted or unsubstituted pyrrolo [2 , 3-b] pyridin-4-yl ; enantiomers , 
diastereomers and pharmaceutically acceptable derivativca salts and 
solvates thereof . 

40. (Currently amended) Compound of Claim 33 wherein R 1 is a 
substituted or unsubstituted 4-cruinolyl; enanbiomerg, diastereomers 
and pharmaceutically acceptable derivativ e salts and solvates 
thereof . 

41. (Currently amended) Compound of Claim 33 wherein R 1 is a 
substituted or unsubstituted 4-quinazolinyl ; enantiomers , 
diastereomers and pharmaceutically acceptable dcrivat-i^e -g salts and 
solvates thereof . 

42. (Currently amended) Compound of Claim 33 wherein R 1 is a 
substituted or unsubstituted pyrrolo [2 , 3 -d] pyrimidin-4-yl ; 
enantiomers , diastereomers and pharmaceutically acceptable derivatives 
salts and solvates thereof. 
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43. (Original) Compound of Claim 33 wherein R* ia H or CI. 

44. (Currently amended) Compound of Claim 1 and 
pharmaceutically acceptable derivatives salts and solvates thereof 
selected from 



44— - ( 1 mothylpiporasin l y-lme-trhyl ) - phenyl] [5 ( G , -7— 
dimothoxyofuinolin 4 ylojcy) IH - bonzimlduigol 2 yl] amin e ; 
[4-Chloro-3- ( (2S) -l-methylpyrrolidin-2-ylmethoxy) -phenyl] - [5- (2- 

methylamino-pyridin-4 -yloxy) -benzoxazol -2 -yl] -amine; 
4- {2- [4-Chloro-3- ( (2S) -l-methylpyrrolidin-2-ylmethoxy) -phenylamino] - 

benzoxazol- 5 -yloxy} -pyridine- 2 -carboxylic acid amide; 
4- {2- [4-Chloro-3- (l-methylpiperidin-4-ylmethoxy) -phenylamino] - 

benzoxazol -5 -yloxy} -pyridine- 2 -carboxylic acid methylamide; 
4- {2- [4-Chloro-3- (piperidin-4-ylmethoxy) -phenylamino] -benzoxazol -5- 

yloxy} -pyridine-2- carboxylic acid methylamide; 
4- {2- [4-Chloro-3- (l-isopropylpiperidin-4-ylmethoxy) -phenylamino] ~ 

benzoxazol~5-yloxy}-pyridine-2-carboxylic acid methylamide? 
4- [2-{4-Chloro-3- [4- (2-dimethylamino-ethyl) -piperazin-l-ylmethyl] - 

phenylamino} -benzoxazol -5 -yloxy) -pyridine-2-carboxylic acid 

methylamide ; 

4 — (-2 — [4 Chi or o - 3 — ( 2 diothylamino othoxy) phGnylamino-; - 
4-{7-Chloro-2- [4-chloro-3- (4 -methyl -piperazin- 1-ylmethyl) - 

phenylamino] -benzoxazol -5 -yloxy} -pyridine- 2 -carboxylic acid 

methylamide; 

4- {2- [4-Chloro-3- (2-dimethylamino-ethoxy) -phenylamino] -benzoxazol- 5- 

yloxy}-pyridine-2-carboxylic acid methylamide; 
4- {2- [4-chloro-3- ( (2S) -l-isopropyl-pyrrolidin-2-ylmethoxy) - 

phenylamino] -benzooxa201-5 -yloxy} -pyridine- 2 -carboxi lie acid 

methylamide ; 

[4-Chloro-3- (4 -methyl -piper az in- 1-ylmethyl) -phenyl] - [7-chloro-S- 

(quinolin-4-yloxy) -benzoxazol -2 -yl] -amine; 
[4-Chloro-3- (l-methylpyrrolidin-2-ylmethoxy) -phenyl] - [5- (6,7- 

dimethoxyquinolin-4-yloxy) -benzoxazol- 2 -yl] -amine; 
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[4-Chloro-3- (l-methyl-pyrrolidin-2-ylmethoxy) -phenyl] - [5- (6, 7- 

dimethoxy-quinazolin-4-yloxy) -benzoxazol-2-yl] -amine; 
[4-Chloro-3~ (3-dimethylamino-pyrrolidin-l-ylmethyl) -phenyl] - [5- {1H- 

pyrrolo[2,3-Jb]pyridin-4-yloxy) -benzoxazol-2-yl] -amine; 
[4-Chloro-3- (l-isopropylpyrrolidin-2 -ylmethoxy) -phenyl] - [5- 

pyrrolo [2,3-b] pyridin-4-yloxy) -ben20xazol-2-yl] -amine; and 
[4~Chloro-3- U -methyl -piper idin- 4 -ylmethoxy) -phenyl] - [5- (1H- 

pyrrolo [2, 3-b] pyridin-4-yloxy) -benzoxazol-2-yl] -amin e; and 

(1 GbloroffhcXLyl) — £5 — (G,7 dimcthojey quinnaolin 4 yloxy) — Hi- 
bonoimidagol 2 yl] — amino . 

45. (Currently amended) Compound of Formula III 




wherein W 1 and X are independently O or NH; 
wherein R is selected from 

a) substituted or unsubstituted 6-10 membered aryl, 

b) substituted or unsubstituted 5-6 membered heterocyclyl , 

c) substituted or unsubstituted 9-13 membered fused heterocyclyl, 
and 

d) substituted or unsubstituted cycloalkyl, 

wherein substituted R is substituted with one or more 
substituents independently selected from halo, -OR 3 , -SR 3 , - 
C0 2 R 3 , -C(0)NR 3 R 3 , -C(0)R 3 , -NR 3 R 3 , -S0 2 R 3 , -SG 2 NR 3 R 3 , -NR 3 C(0)OR 3 , 
-NR 3 C(0)R 3 , -NR 3 C(Q)NR 3 R 3 , oxo, -0C(0)R 3 , optionally substituted 
cycloalkyl, optionally substituted 4-6 membered heterocyclyl, 
optionally substituted phenyl, cyano, alkylaminoalkoxy, 
alkylaminoalkoxyalkoxy, nitro and lower alkyl substituted with 
R 6 ; 

wherein R la is selected from unsubstituted or substituted 9- or 10- 

membered fused nitrogen-containing heteroaryl, and where substituted 
R 1 - is substituted with one or more substituents selected from halo, 
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-OR 3 , -SR 3 , -S0 2 R 3 ,-C0 2 R 3 , -C(0)R 3 , -NR 3 R 3 , -S0 2 NR 3 R 3 , -NR 3 C(0)OR 3 , - 

NR 3 C(0)R 3 , optionally substituted 3-6 membered heterocyclyl , 

optionally substituted phenyl, nitro, cyano, oxo, and lower alkyl 

substituted with R 6 ; 

wherein R 2 is one or more substituents independently selected from H, 

halo, -OR 3 , -SR\ -C0 2 R 3 , -C(0)NR 3 R 3 , -C(0)R 3 f -NR 3 R 3 , -S0 2 R 3 , -S0 2 NR 3 R 3 , 
-NR 3 C(0)OR 3 , -NR 3 C(0)R 3 , -NR 3 C (0) NR a R 3 , optionally substituted 
cycloalkyl, optionally substituted 4-6 membered heterocyclyl, 
optionally substituted phenyl, cyano, alkylaminoalkoxy, nitro, and 
lower alkyl substituted with R 6 ; 

wherein R 3 is independently selected from H, lower alkyl, optionally 

substituted phenyl, optionally substituted 3-6 raembered 

heterocyclyl, optionally substituted C 3 -C 6 -cycloalkyl, optionally 

substituted phenylalkyl, optionally substituted 3-6 membered 

heterocyclylalkyl , optionally substituted C 3 -C s cycloalkylalkyl , 

lower aminoalkyl, lower alkylaminoalkyl and lower haloalkyl; 

wherein ia inde p gndcntily delected from II, — and C. w Q.13cyl ; and 

wherein R 6 is one or more substituents independently selected from H, 

halo, -OR 3 , -SR 3 , -C0 2 R 3 , -CONR 3 R 3 , - COR 3 , -NR 3 R 3 , -S0 2 R 3 , -S0 2 NR 3 R 3 , 

-NR 3 C(0)OR 3 , -NR 3 C(0)R 3 , -NR 3 C (O) NR 3 R 3 , optionally substituted 

cycloalkyl, optionally substituted 4-6 membered heterocyclyl,. 

optionally substituted phenyl, cyano, alkylaminoalkoxy and nitro; 

enantiomers, diastereomers and pharmaceutic ally acceptable d e - rdvativea 

salts and solvates thereof , 

46. (Original) Compound Of Claim 45 wherein R is a substituted or 
unsubstituted ring selected from phenyl, indanyl , tetrahydronaphthyl , 
naphthyl, cyclohexyl, indazolyl, indolyl, 2,1,3-benzothiadiazolyl, 
isoxazolyl, pyrazolyl, thiazolyl, thiadiazolyl, thienyl, pyridyl, 
pyrimidinyl, pyridazinyl, 2-oxo-l, 2-dihydroguinol-7-yl , 1-oxo-l, 2, 3,4- 
tetrahydro- isoquinolyl, 2 , 3-dihydro-l, 1-dioxo-benzo [d] isothiazolyl, 
isoindolyl, 2,3-dihydro-lH-indolyl, naphthyridinyl , benzothienyl, 
benzofuryl, 2 , 3 -dihydro-benzofuryl , benzodioxolyl, benzimidazolyl , 
benzoxazolyl , benzthiazolyl, isoquinolyl, quinolyl, 1,2,3,4- 
tetrahydxo-isoquinolyl , tetrahydroquinolyl , 2 , 3 , 4 , 4a, 9 , 9a-hexahydro- 
1H-3 -aza- f luorenyl , 5,6 , 7-trihydro-l , 2 , 4 -triazolo [3 , 4-a] isoquinolyl , 
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benzodioxanyl and quinazolinyl; wherein substituted R is substituted 
with 1-3 substituents independently selected from bromo, chloro, 
fluoro, iodo, nitro, amino, cyano, aminoethyl, hydroxy, aminosulf onyl , 
4-methylpiperazinylsulf onyl , cyclohexyl , phenyl , phenyltnethyl , 
morpholin-4-ylmethyl, 4-methylpipera2:in-l-ylmethyl, 4-isopropyl- 
piperaz in- 1 - y lme thy 1 , 4 -methylpiperaz in- 1 -ylpropyl , morphol in- 4 - 
ylpropyl, methylpiperidinylmethy 1 , morpholin-4-ylethyl , 1- (4- 
morpholinyl) -2 , 2 -dimethylpropyl , piperidinylethyl , piperidinylmethyl , 
piperidinylpropyl , 4* (dimethylaminoethyl)piperazin-l-ylmethyl , 1- 
methylpyrrolidinylraethyl, pyrrol idinylpropyl , methyl sulf onyl, 
methylcarbonyl , piperidinylmethyl carbonyl , 

methylpiperazinylcarbonylethyl , methoxycarbonyl , methyl , ethyl , 
propyl, isopropyl, butyl, tert -butyl, sec-butyl , trif luoromethyl, 
pentaf luoroethyl , nonaf luorobutyl , 1, 1-di (trif luoromethyl) -1- 
hydroxymethyl , 1 , 1-di (trif luoromethyl ) -1- (piperidinylethoxy) methyl, 
1/ 1-di (trif luoromethyl) -1- (methoxyethoxyethoxy) methyl, 1 -hydroxys thy 1 , 
2-hydroxyethyl, hydroxybutyl , dif luoromethoxy, trif luoromethoxy r 1- 
aminoethyl, 2 -aminoethyl, l- (N-isopropylamino) ethyl , 2- (N- 
ieopropylamino) ethyl , dimethylaminopropyl , dimethylaminoethoxy, 
diethylaminoethoxy, 4-chlorophenoxy, phenyl oxy, l-methylpiperdin-4- 
yloxy, piperdin-4-yloxy, piperidinylethoxy, morphol i n- 4 -yl ethyl oxy, 4- 
methylpiperazin-i-ylethoxy, 4-isopropylpiperazinylethoxy, piperdin-4- 
ylmethoxy, 4-methylpiperdin-l-ylmethoxy, l-methylpiperdin-4-ylmethoxy, 
l-isopropylpiperdin-4-ylmethoxy, l-methylpyrrolidin-2-ylmethoxy, 1- 
isopropylpyrrolidin- 2 -ylmethoxy , 1 -isopropylpyrrolidin- 3 -ylmethoxy , 1 - 
pyrrolidinylmethoxy , 1-pyrrolidinylethoxy, l-methylpyrrolidin-3 - 
ylmethoxy, 3- (dimethyl ami no) pyrrol idin-l-ylethoxy , 2- 
tetrahydrofurylmethoxy, isopropoxy, methoxy and ethoxy. 

47. (Original) Compound of Claim 45 wherein R is 
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wherein R* is selected from bromo, chloro, methyl, ethyl, propyl/ 
isopropyl, butyl, tert -butyl, sec-butyl, trif luoromethyl , 
pentafluoroethyl, 1,1-di (trif luoromethyl) -l-hydroxymethyl , 
trifluoromethoxy, dif luoromethoxy, isopropoxy, methoxy and ethoxy; and 
wherein R y is selected from H f 4-methylpiperazinylsulf onyl, 
trif luoromethyl, morpholinylmethyl, 4-methylpiperazinylmethyl, 3- 
diraethylaminopyrrolidin-l-ylmethyl, 4-methylpiperazinylpropyl, 4- 
isopropylpiperazinylmethyl, 4-methylpipexidinylmethyl , 4- 
aminopiperidinyltnethyl , 4-methylamino-piperidinylmethyl , 4- 
dimethylamino-piperidinylmethyl, l-methylpyrrolidin-2-yltnethyl, 
dimethylarainoethyl, dimethylaminoethoxy, piper idinylethoxy , 
morpholinylethyloxy, 4-methylpiperazin-l-ylethoxy, 4- 
(dimethylaminoethyl ) piperaziri- l-ylmethyl , 4- 

isopropylpiperazinylmethoxy, piperdin-4-ylmethoxy, 4-methylpiperdin-l- 
ylmethoxy, l-methylpiperdin-4-y^methoxy # l-isopropylpiperdin-4- 
y lme thoxy , 1 -pyrrol idinylmethoxy , 1 -pyrrol idinyl ethoxy , 1 - 
methylpyrrolidin- 2 -ylmethoxy, 1 -methylpyrrolidin- 3 -ylmethoxy , 1- 
isopxopylpyrrolidin- 2 -ylmethoxy, l-isopropylpyrrolidin- 3 -ylmethoxy, 3- 
( dime thylamino ) pyrrol idin- 1 -yl ethoxy , 2 - t e t rahydrof urylme thoxy , 
diethylaminoethoxy, 2- (N,N-dimethylamino) acetylamino and 2-(W,N- 
dimethylamino) ethylamino. 

48. (Original) Compound of Claim 45 wherein R lD is a substituted 
or unsubstituted ring selected from 6-indazolyl, 4-quinolyl, indolyl, 
isoindolyl, benzotriazolyl, benzo [l r 3] dioxolyl , pyrrolo[2,3- 
d) pyrimidin-4-yl , 2-oxo- 1 , 3 -dihydro-pyrrolo [2 , 3-d] pyridin-4 -yl , 
pyrazolo [2 , 3 , b] pyridin-4 -yl , imidazo [4 , 5 -b] pyridin-4 -yl , pyrrolo [2,3- 
b] pyridin-4-yl , 2 , 3-dihydrobenzofuryl, 2-oxo-l , 2-dihydroquinol-7-yl, 
and 4-quinazolinyl; wherein substituted R 1 is substituted with one or 
more substituents independently selected from chloro, fluoro, bromo, 
hydroxy, methoxy, ethoxy, me thoxye thoxy, amino, methylamino, 
ethylamino, 1-methylpiperidinylmethoxy, aminosulf onyl , 
dimethylaminoe thoxy, piperdinylmethoxy, piperdin-l-yl ethoxy, 
morpholinoe thoxy, pyrrolidin-l-ylethoxy, 4-methylpiperazin-l-yl ethoxy, 
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methylaminocarbonyl , 1 -pyrrol idinylbutylaminocarbonyl , 
diraethylaminoetliyl amino , dimethylaminopropylamino , methyl , ethyl , 
propyl, cyano, hydroxymethyl , aminomethyl, aminocarbonyl , nitro, 
trif luoromethyl, optionally substituted piperidinyl, morpholinyl , 
optionally substituted piperazinyl, and optionally substituted phenyl. 

49. (Original) Compound of Claim 45 wherein R z is H or CI. 

50. (Currently amended) A pharmaceutical composition comprising a 
pharmaceutically-acceptable carrier and a compound as in an y one of 
Claims 1-49. 

51. (canceled) 
52 v (Canceled) 

53. (Canceled) 

54. (Canceled) 

55. (Canceled) 

56 . (Canceled) 

57. (Canceled) 



58. (Canceled) 

59. (Canceled) 

60. (Canceled) 
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